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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID : ssptaylcl626 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ? ) : 2 
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* Welcome to STN International ********** 
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1 






Web Page URLs for STN Seminar Schedule - N , America 


NEWS 


2 






"Ask CAS" for self-help around the clock 


NEWS 


3 


JAN 


17 


Pre-1988 INPI data added to MARPAT 


NEWS 


4 


FEB 


21 


STN AnaVist, Version 1.1, lets you share your STN AnaVist 










visualization results 


NEWS 


5 


FEB 


22 


The IPC thesaurus added to additional patent databases on STN 


NEWS 


6 


FEB 


22 


Updates in EPFULL; IPC 8 enhancements added 


NEWS 


7 


FEB 


27 


New STN AnaVist pricing effective March 1, 2006 


NEWS 


8 


MAR 


03 


Updates in PATDPA; addition of IPC 8 data without attributes 


NEWS 


9 


MAR 


22 


EMBASE is now updated on a daily basis 


NEWS 


10 


APR 


03 


New IPC 8 fields and IPC thesaurus added to PATDPAFULL 


NEWS 


11 


APR 


03 


Bibliographic data updates resume; new IPC 8 fields and IPC 










thesaurus added in PCTFULL 


NEWS 


12 


APR 


04 


STN AnaVist $500 visualization usage credit offered 


NEWS 


13 


APR 


12 


LINSPEC, learning database for INSPEC, reloaded and enhanced 


NEWS 


14 


APR 


12 


Improved structure highlighting in FQHIT and QHIT display 










in MARPAT 


NEWS 


15 


APR 


12 


Derwent World Patents Index to be reloaded and enhanced during 










second quarter; strategies may be affected 


NEWS 


16 


MAY 


10 


CA/CAplus enhanced with 1900-1906 U.S. patent records 


NEWS 


17 


MAY 


11 


KOREAPAT updates resume 




NEWS EXPRESS 



NEWS HOURS 
NEWS LOGIN 
NEWS IPC8 
NEWS X25 



FEBRUARY 15 CURRENT VERSION FOR WINDOWS IS V8.01a, 
CURRENT MACINTOSH VERSION IS V6.0c(ENG) AND V6 . OJc ( JP) , 
AND CURRENT DISCOVER FILE IS DATED 19 DECEMBER 2005. 
V8.0 AND V8.01 USERS CAN OBTAIN THE UPGRADE TO V8 . Ola AT 
http : / /download . cas . org/express/v8 . 0 -Discover / 

STN Operating Hours Plus Help Desk Availability 
Welcome Banner and News Items 

For general information regarding STN implementation of IPC 8 
X.25 communication option no longer available after June 2006 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
a g reement . please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 



COMPLETE THE STN SURVEY - APRIL 27 THROUGH MAY 31 



Dear valued STN customer, 



In an effort to enhance your experience with STN, we would 
like to better understand what you find useful. Please take 
approximately 5 minutes to complete a web survey. 

If you provide us with your name, login ID, and e-mail address, you 
will be entered in a drawing to win a free iPod(R) . Your responses 
will be kept confidential and will help us make future improvements 
to STN. 

Take survey: http: //www. zoome rang. com/ survey . zgi?p=WEB2 25 9HNKWTUW 
Thank you in advance for your participation. 

************** STN Columbus *************** 



FILE 'HOME' ENTERED AT 07:31:09 ON 18 MAY 2006 
=> file reg 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 0.21 0.21 

FILE 'REGISTRY' ENTERED AT 07:31:17 ON 18 MAY 2 0 06 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE " HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 16 MAY 2006 HIGHEST RN 884586-69-0 
DICTIONARY FILE UPDATES: 16 MAY 2006 HIGHEST RN 884586-69-0 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 6, 20 06 

Please note that search- term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************************* 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
********************************************************************* 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www. cas . org/ONLINE/UG/regprops . html 



= > 

Uploading C: \Program Files\Stnexp\Queries\10550038\10550038a . str 




chain nodes : 
6 12 19 
ring nodes : 

1 2 3 4 5 7 8 9 10 11 13 14 15 16 17 18 
chain bonds : 

1-12 3-6 5-13 6-7 16-19 
ring bonds : 

1-2 1-5 2-3 3-4 4-5 7-8 7-11 8-9 9-10 10-11 13-14 13-18 14-15 15-16 
16-17 17-18 
exact/norm bonds : 

1-2 1-5 1-12 2-3 3-4 3-6 4-5 5-13 6-7 7-8 7-11 8-9 9-10 10-11 .13-14 
13-18 14-15 15-16 16-17 16-19 17-18 



Gl'iC^N 

Match level : 

l:Atom 2: Atom 3 : Atom 4: Atom 5: Atom 6 : CLASS 7: Atom 8: Atom 9: Atom 10: Atom 
11: Atom 12: CLASS 13: Atom 14: Atom 15: Atom 16: Atom 17: Atom 18: Atom 19: Atom 
Generic attributes : 
19: 

Saturation : Unsaturated 

Number of Carbon Atoms : less than 7 
Number of Hetero Atoms : 2 or more 
Type of Ring System : Monocyclic 



LI STRUCTURE UPLOADED 



= > d 

LI HAS NO ANSWERS 
LI STR 




Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 



= > s 11 

SAMPLE SEARCH INITIATED 07:31:49 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 65 TO ITERATE 



10 0.0% PROCESSED 
SEARCH TIME: 00.00.01 



65 ITERATIONS 



1 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE * * COMPLETE* * 
BATCH * * COMPLETE * * 

817 TO 1783 
1 TO 80 



L2 



1 SEA SSS SAM LI 



=> s 11 full 

FULL SEARCH INITIATED 07:31:55 FILE 1 REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 13 68 TO ITERATE 



100.0% PROCESSED 1368 ITERATIONS 

SEARCH TIME: 00.00.01 



55 ANSWERS 



L3 



55 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
166.94 



TOTAL 
SESSION 
167.15 



FILE ' CAPLUS 1 ENTERED AT 07:32:04 ON 18 MAY 2 006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS " FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 



of this information, without the prior written consent of CAS , is 
strictly prohibited. 

FILE COVERS 1907 - 18 May 2006 VOL 144 ISS 21 
FILE LAST UPDATED: 16 May 2006 ( 20060516/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

ht tp : / /www . cas . org/ inf opolicy . html 

= > s 13 

L4 9 L3 



=> d ibib abs hitstr tot 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR CSt : 
PATENT ASSICNEE(S): 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 

PATENT HO. 



CAPLUS COPYRIGHT 2006 AC 3 on STN 
2005:409511 CAPLUS 
142:463731 

A preparation of novel oxazolidinone derivatives, 
useful as antibacterial agents 
Kang. Jae-Hoon; Park, Chun-Ho; Kwon, Jin-Sun 
Il-Dong Pharm. Co., Ltd., S. Korea 
PCT Int. Appl . , 28 pp. 

CODEN: PIXXD2 > 



Patent 
English 



KIND 



DATE 



APPLICATION NO. 



WO 2005042523 Al 20050512 WO 20O4-KR2805 

W: AE, AG, AL, AM, AT, AU . AZ , BA, BB, BG. BR. Bl 

CN, CO, CR. CU, CZ, DE, DK. DM, DZ, 

GE. GH. GM, HR, HU, ID, IL, IN, IS 

LR, LS. LT, LU. LV, MA, MD, MG, MK 

NZ, OM. PG, PH. PL, PT, RO, RU , SC , 

TM, TN, TR, TT, TZ, UA, UG. US. UZ, 

RVt: BW, GH, GM, KE . LS, MW, MZ, NA, SD 

AZ, BY, KG, KZ, MD. RU, TJ, TM, AT 

EE, ES, FI, FR, GB, GR, HU, IE, IS 

, TR, BP, BJ. CF, CG, CI 



EE, EG, 

KE, KG. 

MW, MX, 

SE, SG, 



5L, SZ, TZ, 



SE, S 
NE. SN, TD, TG 



PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 



KR 2003-77372 



KR 20O4-8232B 



DATE 

20041 103 

BY, BZ, CA, CH, 

ES, FI, GB, CD. 

KP, KZ, LC, LK, 

MZ, MA, Nl, NO, 

SK, SL, SY, TJ. 
ZA, ZM, ZW 

UG, ZM, ZW, AM, 

CY, CZ, DE, DK, 

NL, PL, PT. RO, 

CQ, GW. ML, MR, 

A 20031103 

A 20041014 



MAR PAT 142:463731 
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F 

0 



AB The invention relates to a preparation of novel oxazolidinone deriva. o: 
formula I (R is H , amide, aldehyde, or nitrile, etc.; each X is 
independently N or CH), useful as antibacterial agents. For instance, 
oxazolidinone derivative II [ MIC lug/mL): str. pyogenes 77A - 0.4, s. 
aureus 285 - 0.8, MRS A 2 - 1.6; LD50 >5000 rag/kgj was prepared via 
1,3-dipolar cycloaddn. of vinyl acetate to (azidomethyl I oxazolidinone 
derivative III with a yield of 74*. 

IT B51529-97-0P 851529-9B-1P 

RL: ADV (Adverse effect, including toxicity); PAC I Pharmacological 
activity); RCT (Reactant); SPN (Synthetic preparation); THU (Therapeutii 
use); BIOL (Biological study); PREP (Preparation); RACT (Reactant or 
reagent); USES (Uses) 

(preparation of novel oxazolidinone derivs. useful as antibacterial 

agents) 

RN 851529-97-0 CAPLUS 

CN 1H-1 , 2 , 3-Tr iazole-4-carboxaldehyde, 
1- [2- f luoro-4- ( (SR) -2-oxo-5- (1H-1, 2, 3- 

tnazol-l-ylmethyl)-3-oxazolidinyl)phenyl]- I9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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(Continued) 



n 



RN 851529-98-1 CAPLUS 

CN 1H-1 , 2, 3-Triazole-4-carboxaldehyde, 
1- [2-f luoro-4- ( (5R)-2-oxo-5- ( 1H-1, 2, 3- 

tnazol-l-ylraethyl) - 3-oxazol idinyl ] phenyl J - , 

NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



4-oximo (9CI) (CA INDEX 




HO 



useful as antibacterial 



IT B51530-02-4P 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity); SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 
(preparation of novel oxazolidinone derivs. 

agents ) 

RN 851530-02-4 CAPLUS 
CN lH-Pyrazole-4-carbonitrile. 
1-12-f luoro-4 -| I5R) -2-exo-5- HH-1 , 2, 3-triazol- 

I-ylmethyl)-3-oxazolidinyl)phenyl )- (9Cli (CA INDEX NAME) 
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IT 851529-96-9P B51530-00-2P S51S30-01-3P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of novel oxazolidinone derivs. useful as antibacterial 

agents) 

RN 851529-96-9 CAPLUS 

CN 2-Oxazolidinone, 3- (4- (4- ( diethoxymethyl ) - 1H- 1 , 2 , 3-triazol-l-yl)-3- 

fluorophenylJ-S-llH-1.2, 3-triazol-l-ylmethyl ) (5R)- <9CI> (CA INDEX 
NAME) 

Absolute stereochemistry. 




r=\ 



RN 851530-00-2 CAPLUS 

lH-Pyrazole-4 -car boxy lie acid, l-|2-tluoro-4-| < 5R ) - 2 -oxo- 5- < 1H-1. 2, 3- 
triazol-l-ylmethyl)-3-oxazolidinyl)phenyl)-, ethyl ester (9CI) (CA IN 



Absolute stereochemistry. 



Absolute stereochemistry. 



L4 ANSWER 1 OF 9 CAPLUS COPYRIGHT 2006 ACS on STH (Continued) 



L4 ANSWER 1 OP 9 CAPLUS COPYRIGHT 2006 ACS on STM (Continued* 




RN 851530-01-3 CAPLUS 

CN tH-Pyrazole-4-carboxamide, 

1- (2-f luoro-4- I (5RI -2-oxo-5- UH-1,2, 3-triazol-l- 

ylmethyl*-3-oxazolidinylIphenyl]- (9CI* (CA INDEX NAME* 

Absolute stereochemistry. 




IT 6S1S29-B5-6P B51529-86-7P B51529-99-2P 

RL: PAC (Pharmacological activity*; SPN (Synthetic preparation*; THU 
(Therapeutic use); BIOL. (Biological study); PREP (Preparation*; USES 
(Uses | 

(preparation of novel oxa zolidinone derivs. useful as antibacterial 

agents I 

RN 851529-85-6 CAPLUS 
CN 2-Oxazolidinone, 

3- |3-f luoro-4- (1H-1 , 2, 3- tri azol - 1 - yl * phenyl J - 5- ( 1 H- 1 , 2, 3- 
triazol-l-ylroethyl) -, (5P>- (9CI> (CA INDEX NAME* 

Absolute stereochemistry. 




RN 651529-86-7 CAPLUS 

CN 2-Oxazolidinone, 3- [ 3- 1 1 uor o-4 - ( 2H- tetr azol-2 - yl * phenyl ) -5- 1 1H- 1 , 2 , 3- 
triazol-l-ylmethyl*-. (5R»- (9CI* (CA INDEX NAME* 

Absolute stereochemistry. 



OCT 



Cr 



651529-99-2 CAPLUS 

1H-1, 2, 3-Triaiole-4-carbonitrile. 1- ( 2- f luoro-4- ( < 5R) -2-oxo- 5- ( 1H-1, 2, 3- 
triazol-l-yltnethyl*-3-oxazolidinyl]phenyl ] - (9CU (CA INDEX NAME * 



Absolute stereochemistry. 



REFERENCE COUNT: 



THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTORY) : 

PATENT ASSIGNEE(S) ! 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



2004:799564 CAPLUS 
141:296026 

Preparation ot azolylraethylo^azolidinones as 
antibacterial a . 

GravesLock, Michael Barry; Hjales, Nell James; Hauck, 
sheila Iren 

Astrazeneca AB, Swed.; Astra]zeneca UK Limited 
PCT Int. Appl . , 72 pp. 
CO DEN : PIXXD2 
Patent 
English 
1 



KIND 



DATE 



WO 2004093206 

W: A&i AG. AL. 
CN. CO. CR, 
GE, 



Al 20040930 

AM, AT. AU, AZ. 

CU, CZ. DE, DK. 

GH, CM, HR , H 



LK, t.R, LS, LT. 

NO, NZ, 0M, PG, 

TJ, TM, TN. TP. 

8W, GK. GM, KE. 

BY. KG. KZ. 



MA, 



ES, 
SK, 



FI, FR, GB, GR, HU, 
BF, BJ, CF, CG, 



WO 2O04-GB113i 
BG, BR, 
LM, DZ, EC^ 

KE, KG, 

MG, MK, MN, MW, 

PH, PL, PT, RO, RU, SC. SD, SE, 

TT, TZ. UA, UG, US, UZ, VC. VN, 

LS, MW, MZ, SD, SL. SZ, TZ, UG, 

PU. TJ, TM, AT. BE. BG. CH. CY, 

rE, IT, LU, MC, NL, PL, 

CI, CM, GA. GN, GQ, GW, 



EP 1603903 

R: AT, BE, 



US 2006079695 
PRIORITY APPLN. INFO. 



Al 20051214 EP 2004-720909 
DE, DK, ES, FR, GB, GR, IT, LI, LU, 
LV, FI. RO, MK, CY, AL, TR, BG, CZ, 

Al 20060413 US 2005-550038 
GB 2003-6357 

WO 2004-GB1132 



DATE 

20040316 

BY, BZ, CA, CH, 

ES, FI, GB, GD, 

KP, KR, KZ, LC, 

MX, MZ, NA, NI, 

SG, SK, SL, SY, 

YU, ZA. ZM, ZW 

ZM, ZW, AM, AZ, 

CZ, DE, DK. EE, 

PT, RO, SE, SI, 

ML, MR, NB, SN, 

20040316 
NL, SE. MC, PT, 
EE, HU, PL, SK 

20050921 
A 20030320 

W 20040316 
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at 100* in dioxane for 16 h to give title compd. (II). 13 showed a 
min. inhibitory concn . of 1 (ig/mL against Staphylococcus aureus MSOS 
(methicill in resistant and quinolone resistant*. 

IT 7652B6-96-2P 76S2BS-97-3P 7652B6-98-4P 
7652B6-99-5P 76S2B7-00-1P 7652B7-01-2P 
7652B7-02-3P 76S2B7-03-4P 765287-04-SP 
7652B7-05-6P 765287-06-7P 76S2B7-18-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study}; PREP (Preparation*; USES 
(Uses* 

(preparation of a zol y lmethy loxazo 1 idincnes as antibacterials > 
RN 7652B6-96-2 CAPLUS 
CN 2 -Oxa zolidinone, 

3- | 3- f luoro-4- ( 3-me thy 1 -5- isoxa zolyl ) phenyl 1-5- ( 1H-1 , 2, 3- 
triazol-l-ylmethyl*-, <SR)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




N 765286-97-3 CAPLUS 
N 3-Isoxazolecarboxylic acid, 
- (2-f luoro-4- [ <5R* -2-OXO-5- ( 1H-1, 2. 3-triazol- 
l-ylmethyl ) -3-oxazolidinyl ] phenyl ] - , ethyl ester (9CI) 



(CA INDEX NAME) 



OTHER SOURCE (SI: MARPAT 141:296028 

Gl 




AB Title compds. (1; HET * pyrnzolyl, iroidazelyl, triezolyl, tetrazolyl; Q - 
(substituted) a 20I yl pheny 1 , a zo I ylpy r id l ny 1 , azolyloxazolyl, 
azolylthiazolyi , etc.}, were prepared Thus, 

(R*-3-(3-I1uojo-4-i odopheny 1 1-5- 

( 1H-1 ,2. 3-Lria:ul- t-y lmethy 1 )-l, 3-oxazol i din- 2 -one (preparation given* , 
( PPh3»2PdC12, and 5- tr ibuty 1 stenny 1 - 3-methy J 1 soxazo le were heated 

together 



Absolute stereochemistry. 




(1H-1.2. 3-tnazol-l-ylmethyl)-, (SRt- <9CI» (CA INDEX NAME* 
Absolute stereochemistry. 
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RM 765286-99-5 CAPLUS 

CN 2-Oxazolidinone, 3- ] 3 - f luoro- 4 - [ 3- [ ( phosphonooxy) methyl ) - 5- 

isox*zolyllphenyl]-S-(lH-l, 2, 3-triazol-l-ylmethyl)-. <5R>- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 765287-02-3 CAPLUS 
CN 2-Oxazolidinone, 

3- 1 3- f luoro-4- (1H- 1.2, 3-triazol- 4- yl ) phenyl J -5- (1H-1, 2, 3- 
tn*zol-l-ylraethyl)-, (5R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 765287-00-1 CAPLUS 

CN lH-Pyrazole-5-carbonitr i Le, 

1 -methyl- 3- |4- 1 (5R1 -2-oxo-5- ( 1H-1 , 2, 3-triazol - 

1-ylmethyl) - 3-oxazol idinyl ] phenyl ] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 7652 87-03-4 CAPLUS 

CN 2-Ox«zolidinone, 3- (3- f luoro-4- ( 1 -methyl - 1H- 1 , 2 , 3-tri«zol-4-yl ) phenyl] -5- 
< 1H- 1 , 2, 3-triazol-l-ylraethyl > -, (5R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 765287-01-2 CAPLUS 

CN lH~Pyrazole-5-carboxaldehyde, 1 -me thy 1 - 3- [ 4- [ ( 5R) -2-oxo-S- ( 1H-1, 2, 3- 
tr iazol -i-ylmethyl )- 3 - o.xa zol j di nyl | phenyl ] - <9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 765297-04-5 CAPLUS 

CN 2-Oxazolidinone, 3-[3-fluoro-4- ( 2-methyl-2H-l , 2, 3~triazol-4-yl> phenyl J - 5- 
( 1H-1, 2, 3-triazol-l-ylmethyl)-, (5R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 765287-05-6 CAPLUS 

CN IH-l, 2, J-Tr iazole-l-ac^tomtrile, 4 - [ 2- f luor o-4- | < 5R ) -2-oxo-S- 1 1H- 1 , 2 , 3- 
trUsol-l-ylmefchyl )- 3-om*=o1 idinyl ) phenyl J - (9ci) (CA index NAME) 

Absolute stereochemistry. 




RN 765287-06-7 CAPLUS 

CN 2H-1.2, 3-Triazole-2-acetonitrile, 4 - [ 2- f luoro-4- [ < 5R> -2-oxo-5- ( 1H- 1 . 2 , 3- 
triazol-l-ylmethyl) -3-oxazol idinyl ) phenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




#2 Na 

IT 7J52B7-07-8P 765287-15-BP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of azolylmethyloxazol idinones as a ntibac ter ia 1 s ) 
RN 765287-07-8 CAPLUS 

CN Phosphoric acid, bis < 1 , 1 -dimethy lethy 1 ) | 5- [2-f luoro-4- [< 5R) -2-oxo-5- ( 1H- 
1,2, 3-triazol-l-ylmethyl ) - 3-oxa zol idinyl ] phenyl ] -3-i soxazolyl ] methyl 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 765287-15-8 CAPLUS 

CN 2-Oxazolidinone, 3- I 3- f luoro-4- ( 1- I ( 4-methoxyphenyl ) methyl ]- IH- 1 , 2 , 3- 

triazol-4-yl]phenyl]-5- (lH-1,2, 3-triazol-l-ylmethyl) -, <5R)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 765267-18-1 CAPLUS 

CN 2-Oxazolidinone, 3- [3-tluoro-4- [3- I (phosphonooxy ) methyl ] - 5- 

isoxazolyljphenyl ) -5- ( 1H-1, 2, 3-triazol-l-ylmethyl) -, disodium salt, (SR)- 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 

PATENT ASSIGNEE(S) : 
SOURCE: 



UGHT 2006 ACS on'STN 



DOCUMENT TYPE: 
LANGUAGE : 
FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



CAPLUS COPYRIGHT . 

2004:199583 CAPLUS 
141 : 3H336 
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AH Title compds. represented by the formula I {wherein N-HET •> 

(un) substituted 1-pyrazolyl, 1 -imidazolyl, 1 , 2 , 3- tr ia zol- 1 - yl , etc.; Q - 
( un> substi tuted hetcroaryl Ph, pyridinyl, thienyl, etc.; and 
pharmaceutically acceptable salts or an in-vivo hydrolyzable ester 
thereof) were prepared as MAO- A (roono-amine oxidase) inhibitors. For 
example, coupling reaction of 
( SR) -3- ( 3-Fluoro-4- iodophenyl) -5- { (4-raethyl- 

1H-1,2, 3-triazol-l-yl)raethyl)-l, 3-oxazolidin-2-one with 

5- (tributylstannyl) -3-methyliaoxazole gave II. II showed decreased MAO-A 
potency with Ki value of 21 ug/mL. Thus, I and their pharmaceutical 
compns. are useful as antibacterial agents. 
IT 765912-32-lP 76S912-34-3P 7SS»12-3«-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL {Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of 1 , 3-oxazol idi n-2-one derivs. as MAO-A inhibitors) 
RN 765912-32-1 CAPLUS 
CN 2-Oxazolidinone, 

3 - (3 - i luoro-4- < 3-methyl-5-isoxazolyl I phenyl] -5- I (4-methyl- 



IH-1,2, 3-triazol-l-yllmethyl) <5Rt- (9CI) ( CA I NDEX NAME ) 




RN 765912-34-3 CAPLUS 
CN 2-Oxazolidinone, 

3 - | 4 - (3-iaoxazolyl 1 phenyl J-S^( I 4 -methyl- 1 H- 1 , 2,3-tnazol- 




Me O 



RN 765912-36-5 CAPLUS 

CN 2-Oxazolidinone, 3- | 3- f luo ro-4 - | 1 - < phenylraethy 1 ) - 1H- 1 , 2 , 3-triazol-4- 

yl)phenylJ-S-H4-methyl-lH-l,2,3-triazol-l-yl)methyl)-, (SR>- (9CI) (CA 
INDEX NAME) 
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AB The invention relates to « preparation of oxazolidinone derivs. of 
formula 

R1-A-C-B-CH2-R2 [wherein: A and B are independently selected from 
oxazolidinone or isoxazole derivs.; C is a biaryl group C1-C2 where CI is 
benzene-1, 4-diyl, thiene-2, 5-diyl, or pyr idine-2 , 5 -diyl , etc., and C2 is 
pyridazine-3, 6-diyl, pyrazine-2, 5-diyl, pyrimidine-2 , 5-diyl , or 
1, 3, 4-thiadiezole-2, 5-diyl, etc.; Rl is CN, C(O), ( un ) substituted Ph or 
naphthyl. cycloelkyl, or heteroaryl, etc.; R2 is OH, OSi < trial kyl ) , or 
NHCIOlMe, etc.), useful as antibacterial agents. For instance, 
oxazolidinone derivative I was prepared from the obtained 

bromopyrimidine derivative 

II and obtained trimethyl stannylphenyloxa 2ole derivative III in the 

presence 

of palladium catalyst. For instance, antibacterial properties of I 
against several types of bacteria were determined JMIC (ng/mL) : 
staphylococcus aureus (2), streptococcus pneumoniae (0.25), Haemophilus 
influenza < 8 ) ) . 
IT 716379-02-1P 71O79-05-«P 716379-09-8P 
716379-12-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of oxazolidinone derivs.. useful as antibacterial agents) 
RN 716379-02-1 CAPLUS 

CN 2-Oxazolidinone, 3- (4- (2- (4, 5-di hydr o- 5- < hydroxyrae thyl J - 3- isoxazol y 1 J -5- 
pyrimidinylJ-3-f luorophenyl ] -5- ( 1H-1, 2 , 3 - tr i azol- 1 -y line thy 1 > - , < SR) - 

(9CI) 

(CA INDEX NAME) 
Absolute stereochemistry. 
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S-thiazolyl]phenyl}-5-(lH-l,2,3-triazol-l-ylmethyl) -, <5R)- (9CI> (CA 
INDEX NAME) 

Absolute stereochemistry. 




o ; 



RN 716379-09-tJ CAPLUS 

CN 2-0xazol idinone, 3- ( 4- | 6- | 4, 5-dihydro-5- ( hydr oxyme thy 1 ) -3- isoxazol yl] -3- 
pyr idazmyl J-3 - f luorophenyl }-5-(lH- 1,2, 3-triazol-l-ylme thyl)- <9CT) (CA 
INDEX NAME I 
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Absolute stereochemistry. 




OH 
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RECORD. ALL CITATIONS AVAILABLE IN THE RE 
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RN 716379-12-3 CAPLUS 

CN 2 -Oxazolidinone. 3- (4- 12- (4, 5-di hydr o- 5- ( hydroxyme thyl I - 3- i aoxa zolyl 1 -5- 
pyr imidinyl 1-3- f luorophenyl 1-5-1 I 4- ( f luoromethy 1 > - 1H- 1 , 2,3-triazol-l- 
yljmethyll-. < 5R 1 - I9CII (CA INDEX NAME) 
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5 to 10-membered heterocycle (contg. one or more N. S. Ol ; NR2R 
, 8-membered |un)satd. carbocycle or heterocycle (contg. one or not 
N, S, O); R3 - H, Cl-8-alkyl; C2-B-alkenyl , C2-8- alkynyl. Cl-8-acyl, 
(un)aatd. or arora. C3- 6 -ca rbocyc le , (un)satd. or arom. 5 to 1-membered 
heterocycle (contg. one or more N, S, O) ; NR3R3 - 5 to (unlsatd. 
i-aembered carbocycle or heterocycle (contg. one or more N, S, O) : R4 •■ 

NR3R3, NR30R3, NR3NR3R3, NHCOR3, CC:0)NR3R3, C 1 - 8 -al kyl ; CZ- 8 -a 1 kenyl , 
C2-8-alkynyl, etc.; D - Dl , D2 , D3, D4; E * di- or penta- aubsti tuted Ph, 
substituted 4 -vinylphenyl ; G - Cl-4-alkyl, c5-8-«lkyl, C2-8-«lkenyl, 
C2-8-alkynyl. Cl-B-alkoxy, CI -B-alkylthio, Cl-8-acyl, (un)aatd. or arom. 
C5- 10-carbocycle, (unlsatd. or arom. 5 to 10-raembered heterocycle (contg 
one or more N, S, O) ; Z » C.N.O, S; dashed line - single or double bond) 

a pharmaceutical ly acceptable salt, ester or prodrug thereof, useful as 
anti infect ive, antiproliferative, antiinflammatory and prokinetic agents 
(no data). The invention also provides methods of making the 
notional 

hetercyclic compda . , and methods of using such compda. as anti i nl ecti ve, 
antiproliferative, antiinflammatory and/or prokinetic agents. Thus, 
erythromycin deriv. II was prepd. from N- ( desmethy le rythr omyc in ) , via 
N-alkylation with HC . tplbond . CCH2CH20Ts , and cycloaddn. with azide III. 

677726- 60-2P «7772t-«2-4P C77726-65-7P 

677727- 94-5P 

RL : SPN (Synthetic preparation); THU (Therapeutic use) ; BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of bifunctional heterocyclic compda. for use as 
tiinf ective, 

antiproliferative, antiinflammatory and prokinetic agents) 
677726-60-2 CAPLUS 
l-Oxa-6-azacyclopentadecan- 15 -one, 
- { (2, 6-dideoxy-3-C-methyl-3-0-methyl- 

u-L- ribo-hexopyranosyl ) oxy J -2-ethyl-3, 4, 1 0- tr ihydroxy- 

3, S, 6, 8, 10, 12, 14-heptamethyl-ll- (13,4, 6- tr ideoxy- 3- [ [2- 1 1 - [[ ( 5R) -3- { 3- 
fluoro-4-UH-l,2, 3- tr iazol - 1 - yl ) phenyl ) -2 -oxo- 5-oxazolidinyl ) methyl J - 1 H- 
1,2. 3-triazol-4-yl J ethyl Jmethylamino] -B-D-xylo-hexopyrnnosyl J oxy ) -, 
(2R, 35, 4R, 5R, BR, 10R, 11R, 12S, 13S. 14R>- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OTHER SOURCEIS) : 



MARPAT 140:321158 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention provides a family ol bifunctional heterocyclic compda., 

e.g., I (A * C, C(:OJ, N (with proviso, that at least one A ■ C ) ; B * O, 
NR2. S(0»r. CCO), C(:S), C(:N0R3); p - 0, 1; q = 0, 1 ; r - 0 - 2 ; R2 « 

H , 

S(0)rR4, CHO, Cl-B-alkyl; C2-8-alkeny 1 , C2-8-alkynyl , Cl-B-alkoxy, 
C 1 - B-alkyl thio, Cl-8-acyl, ( un) saturated or aromatic C3-B-carbocycle, 
(un) saturated 




PAGE 1-B 




RN 677726-62-4 CAPLUS 

CN l-Oxa-6-azacyclopentadecan- 15 -one, 
13- I (2, 6-didooxy-3-C-methyl-3-0-roethyl- 

u-L-ribo-hexopyranosyl)oxy]-2-ethyl-3, 4, 1 0- tr ihydroxy- 

3, 5, 6, 8, 10, 12, 14-heptaroethyl-ll-( 13,4, 6- tr ideoxy- 3- | l2-|l-[[(5R)-3-I4-(4 
J (dimethyl amino) methyl) -1H-1 , 2, 3- tr iazol - 1 -yl | -3 - f luorophenyl ) -2-oxo-5- 
oxazolidmyl 1 methyl J-1H- 1,2, 3- trie zol - 4 - y 1 ] ethyl | me thy lamino ) - H-D- 
xylo-hexopyranosyl]oxy)-, I2R. 3S.4R, 5R, BR, 1 OR, 1 1 R, 12S, 135, 14R)- (9CI) 

(CA 

INDEX NAME) 



PAGE 1-B 




13- [ (2, 6-dideoxy-3-C-methyl-3-0-methyl- 

u-L-r ibo-hexopyranosyl) oxy) -2- ethyl- 3, 4, 10-tr ihydroxy- 

3.5,6,8,10,12, 14-heptamethyl-ll- 1 (3,4, 6- tr ideoxy- 3- I [2- [ 1 - 1 ( < 5R) -3- I 3- 
f luoro-4- (5-methyl-l, 2, 4- oxadia zol - 3-y 1 ) phenyl ) - 2-oxo- 5- 
oxazol idinyl) methyl ) -1H-1 , 2, 3 -tna zol- 4 -yl ) ethyl Jmethylamino | -K-D- 
xyl o-hexopyranoayl 1 oxy ] - , ( 2R , 35 , 4R, 5R, BR, 10R, 11R, 12S, 13S, )4Rj- |9CI) 

(CA 

INDEX NAME) 



Absolute stereochemistry. 



Absolute stereochemistry. 
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RN 677727-94-5 CAPLUS 

CN l-Oxa-6-azacyclopentadecan-15-one, 
1 3- 1 (2, 6-dideoxy-3-C-methyl-3-0-methyl- 

u-L-r ibo-he.xopyranosyl )oxyl-2-ethyl-3,4, 10- tr i hydroxy- 

3. 5. 6. 8, 10, 12. 14-heptamethyl-l l-l [3, 4 , 6-tr ideoxy- 3- | [2- ( 1- ( ( (SR) -3- (3- 
(lu&ro-1- (1,2, 4 -oxadiazol-3-yl (phenyl) -2-oxo- 5-oxazolidinyl 1 methyl )- 1H- 
l,2,3-triazol-4-yl ] ethyl 1 rae thy 1 ami no ] -tt-D-xylo-hexopyranoayl ) oxy ] - , 
(2R, 3S.4R. 5R,8R, 10R, UR, 12S, 13S, 14R)- (9CI) ICA INDEX NAME) 

Absolute stereochemistry . 
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AB 3-Cyclyl-5- I (nitrogen-containing 5-membered ring ) methyl ] oxaz ol idinonea 
(shown 

as I ; e.g. 

(SRI -3- M- ( l-Oxo-3, 6-dihydr o-2H-thiopyr an- 4 -yl) -3- f luorophenyl] - 

5-1 (4-azidomethyl-l. 2, 3-tria zol- 1 -yl > methyl ] oxazo 1 idin-2 -one (shown aa 
II); -N-HET is, for example. 3-R1 - 1 , 2 , 4-triazol-l - yl or 
S-Rl-2H-tetra2ol-2-yl wherein Rl is, for example, halo or (l-4C)alkyl 

chat 

1a substituted by 1 substituent for example, OH, ( 1 - 4C ) a lkoxy , amino, 
cyano, azido; O ■ for example, 3-R2-4-T-5-R3phenyl wherein R2 and R3 » H 
or fluoro; T - for example, 5, 6-dihydro-2H- thiopy r an- 4 -yl with 0-2 O 

atoms 

bonded to S) are useful aa antibacterial agenta; and processes for their 
manufacture and pharmaceutical compns . containing them are described. 
Compds. I 

have a good spectrum of activity in vitro against standard organisms, 

which 

are used to screen for activity againat pathogenic bacteria. For 
example. 

the min. inhibitory concns. of II againat methicillin sensitive and 
quinolone sensitive Staphylococcus aureua and againat methicillin 
resistant and quinolone resistant Staphylococcus aureua are 4 and 8 
ug/mL, reap. Compda. I showed a favorable decreaaed MAO-A potency 
compared with analogs from the known art with C-S side chains such aa 
acetaiflidomethyl or unsubatituted azolylmethyl or hydroxymethy 1 . They 

also 

showed favorable decreased MAO-A potency compared wiLh analogs in which 
the HET group is unsubsti tuted . Sixty-one example prepns. of I are 
included. For example, to prepare II, ( 5R) - 3- ( 4- 1 1 -oxo- 3, 6-di hydro-2H- 
thiopyren-4-yl I -3- f luorophenyl J -5- ( ( 4 -hydr oxyme thyl- 1 , 2 , 3-triazol-l- 
yl Imethyl i oxazolidin-2-one (2.7 mmoli (preparation given) was auapended 

in 

CH2C12 110 nLI, 1, 8-diazabicyclo[S.4.0]undoc-7-ene (4.7 mmol) was added 
and the reaction mixture was cooled to -5'; diphenylphosphor y 1 azide 
(3.25 mmoll was added dropwise and it was stirred tor 18 h at room 

temperature; 

workup gave 1.02 g of II. 

IT 591253-9B-4P, ( 5R ) - 3- [ 3 - Fluor O -4 - ( 4 - me thyl - 1 H- lmida 10 1 - 1 - 
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yl ) phenyl J -5- I M- t hydroxyraethy 1 ) - 1 H- 1 . 2, 3- tr ia zol - 1 - yl ) methyl ] - 1 , 3- 

oxazolidin-2-one 

RL: PAC (Pharmacological activity); RCT (Reectant); SPN (Synthetic 
preparation); TKU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT IReactant or reagent); USES (Uses) 

(drug candidate; prepn. of 5-azolylraethyl oxazol idinones and their use 

as antibacterial agentsi 
591253-96-4 CAPLUS 

2-Oxazolidinone. 3- I 3- f luoro- 4- ( 4 -methyl - 1H- imidazol- 1 -yl ) phenyl ) - 5- ( [4- 
(hydroxymethyn-lH-l,2,3-triazol-l-yl]methyl)-, <5R)- (9C1) (CA INDEX 
NAME) 



Absolute stereochemistry 
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IT S91253-97-3P, ( 5R > - 3 - ( 3 - Fluor o-4 - < 4 -me thyl - 1 H- imida zol - 1 - 

yl) phenyl] -5- | ( 4 - ( f luoromethyl 1 -lH-1,2, 3- triazol- 1 - y 1 ] mothy 1 J oxazol idin-2 - 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of 5-azol ylmethyl oxa zol idinones and 
their use 

as antibacterial agents) 
RN 591253-97-3 CAPLUS 

CN 2-Oxazolidinone, 3- I 3- f luo ro-4- ( 4 -me thyl - 1H- imidazol- 1- yl ) phenyl ] -5- 1(4- 
(f luoromethyl) -1H-1, 2, 3- triazol- 1-yl | methyl )- , (5R>- (9C1) (CA INDEX 
NAME) 



Absolute stereochemistry 
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A 



x> 
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\ 



r 



AB 3-Cyclyl-S-l (nitrogen-containing 5-membered r ing ) methyl J oxa zo 1 idinones 
(shown 

as I ; e . g . 

( 5R) -3- | 4- ( l-oxo-3, 6-dihydro-2H-thiopyran-4-yll - 3- f luorophenyl ) - 

5- H-methyl-1 , 2, 3-tr iazol-1 -ylmethyl J oxazol idi n-2 -one (shown as II); 
-N-HET is, for example. 3-R1 - 1 , 2. 4 - 1 r ia zol - 1-y 1 or 5-Rl-2H-tetrazol-2-yl 
wherein Rl is <l-4C)alkyl; Q - for example, 3-R2-4-T-5-R3phenyl wherein 

R2 

and R3 - H or fluoro; T - for example, 5, 6-di hydr o- 2 H- thiopyran-4-yl with 
0-2 O atoms bonded to S), or a pha rmaceutical 1 y-acceptable salt, or an 
m-vivo-hydrolyzable ester thereof, are useful as antibacterial agents; 
and processes for their manufacture and pharmaceutical compns. 

containing them are 

described. Compds . I ha 
standard organisms, whic 

pathogenic 

bacteria. For example, the rain, inhibitory concns. of II against 
methicillin sensitive and quinolone sensitive staphylococcus aureus and 
against methicillin resistant and quinolone resistant Staphylococcus 
aureus are 2 and 4 ng/mL, reap,, compared to 2 and 2 ng/mL for the 
reference compound without the Me substituent. Compds. I showed a 
favorable 

decreased MAO-A potency compared with analogs from the known art with C-S 
aide chains su 

hydroxymethy 1 . 
compared wi th 
Fifty-seven ex 
are included. 
( 5R) -3- | 4- ' l-oxo-3, 
Lhiopyran-4-yl 
prepa 



in vitro against 
ty against 



;h as acetamidomethyl or unsuba t i tuted azolylmethyl or 
They also showed favorable decreased MAO-A potency 
lalogs in which the HET group is unsubstituted. 
nple prepns. of intermediates and 44 example prcpns. of I 
•"or example, to prepare II, 
■di hydro-2H- 

-3-t luorophenyl ] - 5- az idome thy 1 oxa 20I i di n-2 - one 11,0 mmol; 
:tibed) was mixed with 
achloxo-2 , 9-dimethyl~ 1 , 4- 
dihydro-1 , 4- ethenonaphthalene (2.0 mmol) in dry 1,4-dioxane (4 mL) in a 
sealed microwave reaction tube. The tube was placed in a Smith microwave 
reactor at 170* for 20 min. The reaction mixture was then 
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transferred into a round bottom flask and the solvent was removed undu 
vacuum. The residue was purified by chromatog. on silica gel with 5* 

I 

in CH2C12 CO give a mixt. of the 4- and 5-Me r egi o isomer s . This mixt. 



ral column (chiralcel OD) with iso- PrOH/hcxanes 
g) . 



further sepd. on a ch: 
(1:1) to give II (74 i _ 
IT 591232-13-2P, <SR)-3-{3-Fluoro-4- (4-bromo- IH- imida zol - 1 - yl ) phenyl ) - 
5- 1 (4-methyl-l, 2, 3- tr iazol - 1 -yl ) methyl ) oxa zol idi n-2 -one 
591232-1S-4P, (5R) -3- I 3- Fluoro- 4 - ( 4 -me thyl - 1 , 2, 3-tr iazol-1- 
yl) phenyl) -5- ( ( 4 -methyl- 1 , 2 , 3- tr iazol - 1 - yl > methyl ] oxa zol idin-2 -one 
591232-23-4P, ( 5R) -3- [3-Fluoro-4- ( 3-me t hyl - 1 , 2 , 4- 1 r ia zo 1 - 1 - 
yl ) phenyl ] -5- I ( 4 -methyl - 1 , 2 , 3 - tr i a zol - 1 -yl ) methyl ) oxa zol idin-2-one 
S91232-31-4P, (5R)-3- |3-Fluoro-4- [4~l ( hydr oxyimino ) me thyl ] imidazol - 
1-yl] phenyl 1-5-1 < 4-methyl-l . 2 , 3- tria zol- 1 - yl ) methyl | oxazol idin- 2 -one 
591232-42 -7P, (5R)-3- [3-Fluoro-4- (4- formyl imidazol - 1- yl J phenyl J -5- 
\ (4-pentyl-l , 2, 3- tr i azol -1 - yl ) methyl ] oxa20lldin-2- one 591232-43-BP 
, ( 5R) -3- (3- Fluoro- 4- |4- ( hydr oxyraet hyl ) - 1H- imida zol -1 - yl ] phenyl [ (4- 
methyl-1, 2. 3-tr iazol- 1-yl ) methyl ) oxazol idin-2 - one 591232-46-1P, 
(SR)-3-|3-Fluoro-4- ( 4 -methyl- 1 H- imidazol- 1 -yl ) phenyl ] -5- I (4 -methy 1- 1 , 2 , 3- 
tr iazol- 1-yl) methyl] oxa zol idin-2 -one 591232-49-4P, 

( 5R) - 3- 1 3- Fluo ro- 4- ( 1H- imidazol- 1-yl) phenyl) -5- ( < 4 -methyl- 1 . 2 . 3- triazol - 1 - 
yl)methyl]oxazolidin-2-one 591232-50-7P, ( 5R) -3- [3-Fluoro-4- 14- 
cyano-lH-pyrazol-l-yl)phenyl]-5- I (4-methyl-l, 2, 3- triazol -1- 
yl ) methyl ] oxa zol id in- 2 -one 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of cyclyl (nitrogen-containing 5-membered 
ring)methyl oxa zolidinones and their use as antibacterial agents) 
RN 591232-13-2 CAPLUS 

CN 2-Oxazolidinone, 3 - | 4 - ( 4 -bromo- IH- imida zo l-l -yl ) -3- f luorophenyl ) -5- ( (4- 
methyl-lH-l,2,3-triazol-l-yl)methyl]-, |5R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry 




RN 591232-15-4 CAPLUS 

CN 2-Oxa zol idi none, 3- [3-fluoro-4- (4 -methyl - 1 H- 1 , 2 , 3- 1 r i azol - 1 -y I ) phenyl 1 - 5- 
| <4-methyl-lH-l,2,3-triazol-l-yl)methyl]-. (SRI- 1 9C I ) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 59X232-23-4 CAPLUS 

CN 2-Oxazolidinone, 3- [ 3- f luoro-4 - ( 3-raethyl - 1H- 1 , 2 , 4 - tr iazol - 1 -yl ) phenyl 1 - 5- 
[ <4-methyl-lH-1.2, 3- tr iazol - 1-yl ) methyl 1 - . (SR)- <9CI> (CA INDEX NAME) 

Absolute stereochemistry. 




RN 591232-31-4 CAPLUS 

CN lH-Imidazole-4-carboxaldehyde. 1 - ( 2 - f luoro- 4 - | (SR)-S-I ( 4 -methyl- 1 H- 1 , 2 . 3- 
tri«zol-l-yl>methyl]-2-oxo-3-oxazolidxnyl)phenyl)-, 4-oxime (9CII <CA 
INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry unknown. 




1,2. 3-tr iazol - 1 -yl ) methyl 1 -3-oxazol idinyl 1 phenyl J- (9C1) (CA INDEX NAME) 
Absolute stereochemistry. 




RN 591232-43-B CAPLUS 
CN 2-Oxazolidinone, 

3- (3- f luoro-4- [4- (hydroxyinethyl)-lH-iraidazol- 1-yl] phenyl ]- 

S-( (4-Oothyl-lH-l,2, 3-tri«zol-l-yl)methyl1-, <5R)- I9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 591232-46-1 CAPLUS 

CN 2-Oxazolidinone, 3 - [ 3 - t luoro-4 - ( 4 -methyl- IH- imidazol- 1 -y 1 1 phenyl ) -5- | (4- 
methyl-lH-1, 2. 3-triazol-l-yl>methyl ] -, (5R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Me O 



RN 591232-49-4 CAPLUS 

CN 2-Oxazolidinone, 3- { 3- r 1 uo ro- 4- ( 1 H- imidazol- 1 -yl ) phenyl ] - 5- I ( 4 -methyl - 1H- 
l,2,3-triazol-l-yl)roethyl)-, (5R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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THERE ARE 5 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 



RN 591232-50-7 CAPLUS 

CN lH-Pyrazole-4-carbonitrile, l-(2-£luoro-4-((5R)-5-((4-roethyl-lH-l,2.3- 

triazol-l-yllmethyl)-2-oxo-3-oxazolidinyl)phenyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



^} ^ ° 



IT 5»1232-44-»P, (5R)-3- (4-14- [< tert- Buty ldiraethylsi lyloxy > methyl ]- 1H- 
imidazol-l-yl] - 3 - tluor opheny 1 1 - 5- [ (4 -methyl- 1, 2,3-triazol-l- 
yl ) methyl) oxazol idi n-2 - one 

RL: RCT (Reactanti; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of cyclyl (nitrogen-containing 5-membered ringlmethyl 
oxazolidinones and their use as antibacterial agents) 
RN 591232-44-9 CAPLUS 

CN 2-Oxazolidinone. 3- [4-(4-l ( [ (1, 1 -diraethylethyl > dimethylsi lyl ] oxy] methyl J - 
1H- imidazol- 1-yl J - 3- t luor ophenyl J - 5- 1 (4-methyl-lH-l,2, 3-triazol-l- 
yl> methyl]-, (5R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



A 
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ted 
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WO 2003035646 

W: AE. AG, AL, 

CO, CR, CU, 

GM, HR, HU. 

LS, LTi LU, 

PL. PT, RO. 

UA, UG, US, 

RW: GH , GM, KE, 

KG, KZ, MD, 

FI, FR, GB. 

CG. CI, CM, 
GB 2396350 
EP 1446403 
EP 1446403 

R: AT, BE, CH, 

IE, SI, LT, 
JP 2O05519B7O 
US 2005043374 
PRIORITY APPLN. INFO.: 



LS, 
RU, 



DATE 

20030501 
, AU, AZ, 
, DK, 0M, 
,, IN, IS, 
, MD, MG, 
, SE, SC. 
, VN, YU, 
, MZ, SD, 
, TM, AT, 
, IT, LU, 
, GQ, GW, 
20040623 
20040818 
20060412 
, ES, FR, 



APPLICATION NO. 



WO 2002- 
BB, BG, 
EC, EE, 
KE, KG, 
MN , MW, 
SK, SL, 
ZM, ZW 
SZ, TZ, 
BG, CH, 
NL, PT, 
MR, NE, 
GB 2004- 
EP 2002- 



BR, BY, BZ 

ES, FI. GB, GD, GE, 

KP, KR, KZ, LC, LK, LR, 

MX, MZ, NO, NZ, OM, PH , 

TJ, TM, TN, TR, TT, TZ, 



ZW, AM, AZ, BY, 
DE, DK, EE, ES, 



UG, ZM, 

CY, CZ, 

SE. SK, TR, BF, BJ, CP, 

SN, TD, TG 
8399 
770098 



20021023 
20021023 



LV, FI, RO, 



20050707 
20050224 



GB, GR, IT, LI, LU, 
CY, AL, TR, BG, CZ, 
JP 2003-538164 
US 2004-493609 
US 2OO1-330589P 



NL, SE. MC, PT, 
EE, SK 

20021023 
20041018 
P 20011025 



WO 2002-GB4796 



OTHER SOURCE (St : 



MAR PAT 138:353972 




v 



AB Title compds. I {wherein HET - < un) substituted N-linked 5-member ed 

heterocyclic or 6-membered di hydroheter oa ryl ring containing heteroatoms 
selected from N , O, and S; Q « Ql, Q2, etc.; R2 and R3 - independently H 
or F; T - ( un) substi tuted C-linked 5-merabered heteroaryl containing 1-3 
heteroatons selected from N, O, and S; preferably T » (un) substituted 
1, 3, 4-thiadiazolyl, thiazolyl, 1 , 3, 4-oxadiazolyl, or oxazolyl; and 
pharmaceutical 1 y acceptable salts or hydrolyzable esters thereofl were 
prepared as antibacterial agents. For example, < 5R) -3- (3-f luoro-4 - 
iodophenyl ) -5-hydroxymothyl- 1 , 3-oxazol idin-2-one was mesylated and tho 
product converted to the azide. Cyclization of the ozide with 
bicycle \ 2 . 2 . 1 ] heptadiene gave the 1 , 2 , 3- t r ia zol e , which was substituted 
with hexamethylditin to afford the stannane. Reaction with 
5-chloro- I , 3, 4- thiadiazole-2-carboni tri 1 e in the presence of AsPhS and 
tris (dibenzylidenenacetoneldipalladium in N-methyl -2-pyr rol id i none 
provided II. The latter inhibited bacterial growth against 

Staphylococcus 

aureus (methic ill in sensitive and quinolone sensitive), Staphylococcus 
aureus (methicillin resistant and quinolone resistant), Streptococcus 
pneumoniae, Streptococcus pyogenes, Haemophilus influenzae, and Moraxella 
catarrhalis with MIC values of 0.125 ug/mL, 0.25 ug/mL, 0.125 
ug/mL, 0.125 ug/mL, 2 ug/mL, and 0.5 ug/mL, reap. 
IT 519003-00-OP, (5R>-3- ( 3- FI uor o- 4 - < S-cyano- 1 , 3, 4-thiadiazol-2- 

yl) phenyl] -5- I (1H-1,2, 3- tria zol - 1 - yl } methyl )- 1 , 3-oxazol idin-2-one 
S19003-02-2P, (5R)-3- ( 3 -Fluor o- 4- < 5-ethoxyca rbony 1 - 1 . 3,4- 

thiadiazol-2-yl) phenyl] -5- [ (1H-1.2, 3- triazol -1 -yl ) methyl | - 1 , 3-oxazclidin-2- 
one 519003-03-3P, < 5R> -3- [ 4- [ 5- (Aminomethyl )- 1 , 3- thiazol-2-yl 1 -3- 
fluorophenyl}-5-( (1H-1, 2, 3-tria zol - 1-yl ) methyl ]- 1 , 3-oxazolidin-2 -one 
519003-0S-5P, (5RI-3- [ 3- Fluoro-4 - ( 5-methy 1- 1 , 3, 4 -thiadiazol-2- 
yl) phenyl 1-5-1 (lH-1,2, 3-tria zol - 1 - yl ) methyl )- 1 , 3-oxa20lidin-2-one 
519003-11-3P, (5R)-3-|3-Fluoro-4-(4-methyl-l, 3-thiazol-2- 
yl) phenyl] -5- [ (1H-1.2, 3- triazol- 1 -yl I methyl )- 1 , 3-oxa zol idin- 2 -one 
S19003-14-SP. I 5R) -3- |3- Fluoro-4- 14- ( tri f luoromethyl 1 -1 . 3-thiazol- 
2- yl] phenyl) -5- [ ( 1H-1, 2, 3 -triazol- 1-yl ) methyl ] - 1 , 3-oxazolidin-2-one 
S19003-16-BP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
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(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(antibacterial agent; prepn. of (aryl)oxazolidi nones as antibacterial 
agents ) 

519003-00-0 CAPLUS 

J , 3. 4-Thiadiazole-2-carbonitrile, 5- 12- fluoro-4- I ( 5R) -2-OXO-5- < 1H-1, 2, 3- 
triazol-l-ylmethyl)-3-oxazolidinyl]phenylJ- (9CI) ICA INDEX NAME) 



Absolute stereoc 




RN 519003-02-2 CAPLUS 

CN 1, 3, 4-Thiadiazele-2-caiboxylic acid, 
5- 1 2- fluoro-4- | (5R) -2-oxo-S- { 1H- 1 , 2 , 3- 

triazol-l-ylmethyll-3-oxazolidinyl]phenyl)-, ethyl ester (9CI) (CA INDEX 

NAME) 



Absolute stereochera 



stry. 




RN 519003-03-3 CAPLUS 
CN 2-Oxazolidinone. 

3-14-1 5- (aminomethyl I -2- thiazolyl ] -3- f luorophenyl } -S- C1H- 
1, 2, 3-tr iazol-l-ylmethyl) (SRI- (9CI) (CA INDEX NA 

Absolute stereochemistry. 




RN 519003-05-5 CAPLUS 

CN 2-Oxazolidinone, 3- I 3- fluoro-4- (5-methyl-l, 3, 4 -thiadiazol-2-yl) phenyl J -5- 
(1H-1, 2, 3-triazol-l-ylmethyl)-, (SRI- (9CI) ( CA INDEX NAME ) 



Absolute stereochemistry. 




RN 519003-11-3 CAPLUS 

CN 2-Oxazolidinone, 3-[3-fluoro-4- < 4 -mothy 1 -2 -thi azolyl ) phenyl ] - 5- ( 1 H- 1 , 2 , 3- 
triazol-l-ylmethyl)-,/ (5R)- (9CI) (CA INDEX NAME) 

/ f \\ 



Absolute stereochemistry! 




RN 519003-14-6 CAPLUS 
CN 2-Oxazolidinone, 

3- (3- fluoro-4- {4- ( tri f luoromethyl > -2- thiazolyl] phenyl J - 5- 

11H-1, 2, 3-triazol-l-ylmethyl)-, (5R)- (9CII (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 519003-16-8 CAPLUS 

CN 1.3. 4-Thiadiazole-2-acetonitrile. 5- |2- f luor©-4- ( t 5R) -2-oxo-b- (1H-1,2,3- 
triazol-l-ylmethyl I -3-oxazolidinyl ] phenyl ] - <9C1) (CA INDEX NAME) 

Absolute stereochemi atry . 
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IT 51»003-15-7p 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of ( ar yl ) oxa zolidinonea as antibacterial 

agenta ) 
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thiazolyl I -3- t 1 uorophenyl ) -S- UH-1, 2, 3-tr iazol- 1 -yljnethy 1 ) - , (5R) - (9CI > 
(CA INDEX NAME I 

Absolute stereochemistry . 
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